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Abstract of JP5178765 

PURPOSE:To obtain a pharmaceutical for injection, containing a sparingly water- soluble medicine, 
cyclodextrin and a prescribed amount of a water-soluble organic solvent and excellent in water 
solubility and stability with low toxicity. CONSTITUTION:The objective composition comprises (A) a 
sparingly water-soluble medicine selected from an antiinflammatory agent, an analgesic agent, a 
tranquilizer, a sedative, an antitumor agent, antifungal agent, antibiotic substance, an antihyperlipemic 
agent and a fumagillol derivative, (B) cyclodextrin such as dihydroxypropyl-beta-cyclodextrin or 
maltosyl-beta-cyclodextrin [used in an amount of 1.2-2.5 times expressed in terms of molar ratio based 
on the ingredient (A)] and (C) 0.1-10wt%, preferably 0.1-3wt.% water-soluble organic solvent such as 
ethanol. 
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vo . i - 1 oms%o*mm;imm*:&m-rzM& 
[mam 3 ] 7m&mmrmv>m& o . i - 3 mm% 

tnMf!Sm.&.tM> 6il«*l S 1 ieiS©fflJ3a&. 10 

[SW0B7] ^nf'+x h y>*J^t Ka+j/^o 
bvi' - £ - * a t'* x h y > $ fc» vju h tsji - # - 

i^nir+x h y >teJ:Of;*©fi^*fctt*©$E*£,& 
-C*£HWSB 1 IBSE©!!^. 

?zmjm®mtkis*v ; f*x v v > tomtom 

[000 1 ] 

[&MLh©*0flJ#i?] ^of+x h y 

l&ii^Pf^X h y >£©&i^fl;&J&3tU it*?g1*fe 
[0 00 2] 

&i£m2i*z>j3&. mmti/tu'r** v y >©*?§& 

«^i«M[lA-^OX5 (M. Kurozum 40 
i) h . C hem. P harm. B ull. . 2 3. 1 42 1 (1 9 
7 5)] . W&Wm£ ±iJA (Y. Nakai) 

6. Chen. Pharm. Bull. . 26. 2419(197 

8)] tt&ifiibz>. ufro. dnh<Djjmvnhtxz>m 

-e*i«£-jis(,»4>©Ttt&< . ammicmm-? stamps 
m^+#v$>*>. $/cittu. mto<D&m&ifi*i> 

[0 00 3] 

mmzm&L£'!>f?zwm] m*®&mv><D®m& so 
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r . izmmwmcmm ^mu&^m^ mt *>ctt<c$> 

[0 00 4] 

xh y>*^*&*(cssinrrs£. EjiL-okigjfcss 
i&Sfc J: 1 5 it S*-f £ c t ccj: -> r tottKO 

©^^rff e>nSiS^iH«jri<!: 3~5 o<sw^ 

[0005] -rttty*,. *mwu. mfc®&m&. >^ 

i^^a^+x h y>*jJ:CJt0 . 1-1 on 

%. w s l < « o . i - 3 mm%o>*®mi®®!&fr n> 
Kz®nm<omw8w.jm<mi&-es> -> r <t ^„ ? 
«c. *^Bj {i> ®fr®&m®z*.®&mm®mic®m 
u. cn*i/^Df+^ h y>©*^<tii^L,. mn 

5CJ: D^ttW^«fc«kV* ; &a*T^C 

fS. SStTjc^l^i^fa^+x h y>©t»*«S^ 

«:©i3j»^&*ffi«-r-5. *^^©SMffl»^*fe« 

[0006] *^-CfflUSji*^^<!:«7k*/c« 
iSS5?SCC*t-r-5^g*i 1 %(w/v)«T©I«li* 

/c jmtemwtmx. « 1 % (w/v)iu±©^^s4 & o 

ffl. ®PSJ. InfflBSiJ. ttXM&J. ta^B. tnSiflgifil 

[0 00 7] 
Utl) 
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[0 00 8 ] [3#>. R' R l ttADy>, N 
(O)mR' R\ jsTR'R'R 7 • X~, S CO)nR s S/ttSS 
♦R 5 R' • X-CK*. R\ R 6 fcJ:£>'R 7, *^n-e*iJgg? 

fcl>L2<D&£fc£7jVr. *fcR $ <tR*£ttRjg"r*g3! 

wi/Tc>rfc<n\, )**rra\ ^/tteR^R'^ris 
«^y^*;ug£7nU AttOS/diNR'cS*. R' 

[o oo 9 ] ±i2— fla^ci R l, r^s*i*^ciy 
mm?*. 

[0010] R\ R'S/diR^iSn^MW 

^;k x?-;k :/PbVk -/y^oe;b, y^;k -<y 
y^Jk sec-:/^k *<>*Jk -fy-^^k 

7»;>>k 2 -y-rx;k y^riuk 3 - yr-x;k 

2--^>7*^;k 4— ^>^— Jk 5 — N+-fex;U& 

/W40k 2 -:/*•>- 1 ->Ok 3 -^^>- 2 - A 
;k 1 -^>*>-3--Ok 3 — v>^>- i 
;k 4 — 2 --Ok 3 — ^>>- l - -f;U 
^S3^6cd->^pt;1/+;uS(C?9. ->^py* 

rt^^X ^&3^6<D5>^P7Jl^x;l/g(#l 
p^;k ^>^u^>r-^;U. ->^p^^-tex;k 
^n^-^^x-^u/jri'), ^£87-^ 1 3<DT^jU+ 

&^b^i o©r y*x^ -r 

[0011]R». R*£/c«R 7 r^3ft£g&S£W 

-^cr ^ig, mm, mnu^^ \-4M^5 ttdt 
emmmmmtw. 2-7»j;k 2-^xr.;k 4-* 

TV';;k 4--f5#!/';;k 4-b*»;s;;k 1,3,4 
-^7v7y-Jb- 2 --Ok f* h^'OU&£)&£' 
^cfen^o g&fiJ8Slg«, «B^-WMfc«:i^3ffl 
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*>>i/Jk 8-^y^^^<*f)^<5:^fiSorur*>j: 

[00 12] R 5 <bR 5 i^WSr^SS^<bftCC^fiS 

Lx^xbm^mmmmmtLxi*. ^mma-omic 

\~~Z®<D^Tum* (R mm. * 

&A,xi<>xi>£^4^7 mmv&wsmmmw. fp 
»;^>-i--Ok b*^^^y, -tn^y >\ tr^^y 

io m-r^mn^t^m&vx^xiy^^mmmmm 

tLXte, KH^<Dffetcl-3<l<D^n^ <R 
ggt. mm. KSt^ci*) ^WtUC^4-7Si 

>k 1 ,4-^^+^>- 1 -^^i'^i^i^cf^n 

So 

[0013] R 5 £R* i^WgTS^J^T-^/c«SSSI 

<hft ccj&s u r c * r h £ ^mmzMz^ffimmm 
20 T23lfc«8^8igcR -fv-f>Fy>-2--Ok 2 

-^V + /'JJk 1 ,3-^b FP-^V^Ecj^^^^V 
-2-^;U. 2 ,3 -^t KP^> 4 /[b]^t7x>- 1 
3 ,4 -*xt Kp- 1 H-2 -^> 4 /t7>- 
2-^;U, 3,4-^tKn-2H-l-^/b7> 
- 1 --Ok 1 ,2 ,4 ,5 -r-h^t KP-3 — 
?xb'>-3-^;k l,3-^l:FD^xy[3,4- 
c]tT »;^>-2-^;l/ k 5 ,7-^t KP^xy [3 ,4 
-b]b^i^>-6-^;k 5 ,7 -SPfc KP^xy [3 , 
4-d]b-«; 6 --OlKZlftm&f&LX^X 

30 fcjrt^o 

[0014] R 9 T*7n$tiSgjfeS^W0rii"Ct<fcl* 

^PbVk -fy^k sec-^ik 

;k -fv^>^Jk ^*^il/«ci*)tti*3^lf6ti*. 

R'-e^^ns^s^wurc^rfe^c^ry-^scD 

[0 0 1 5 ] R'X^ZtiZm&SZGLX^Xixt:^ 
40 ffit*mm±UXte, ±£ZLtcR\ R**5<fc^R r "C^ 

bom^vhtiZo R*xm2tiz>mt*mm 
&T>\s*~)m<D±$temm&b<D&&£i,i,\ r*x 

^2tl2>m&m*mLXi,>X>b£l,>7is)l>m£LXte* 

m^Mi^ox^xh^^Ji^omriy^. xji<*> 
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x Jk Tfo^foXfo&Z- Jk 7.)^Vy^:A^. TJ^^r 

[0016] t&Ltcm&mzmisX^xbjz^Tfr* 

-OUScR *;i/5Jk 7-k^;k yat'^ 
Jk ^yyaft^k y^y^k ^>£./>Ok ^+ 

l(D7n«Ol/S(R "<>y>f;k 1 Y-Jfr. 2 

£ 1 -4<I^t?5 ^/c«6M«^^^^^CR 
2-ya-f;k 2 -fy-Ok x:3?-x;k >{yr.3f 

c>r y -;i/*;i/*x;i,g(D7 y -;i/X;u^^;bS<t ur 
fct, g^^6-- 1 Ocdt y-;l/X;t/*r.;i/S(R ^> 
-fe'>;ou*x;k 1 -:J-y ^;l/Xju*x;k 

qtji^i^u^x^ScR y ^Ji/X;u*x;k 

x;Ug£L,T«:, ^5KS2-7(DT^n*>'^^^^ 

yy>*^#jU#xjUfc£Ott£#W 6ft£„ B&S 
^Wltc^ *><U>7 y-;u**^#;u#x;ug(D7 y 

;k 1 -^y^;u**5>*nl/#x;k 2-?-y^M-* 

;l^x £ )ft £*s*;tf 6 ft £ . 
[0 0 18]R\ R^/diR 7 r/T?Wftifn@ 

5 <tR 6 i #M&r sunk?* tt&wmmfrt&ic&tiL 
mmm&. R 9 x^zHz*ti<etiw&mzmLxi,>x 

fc«fcC^fij»T^*^S*/c«T y - *s<i:t>'R 4 r 

^ <* n £ -e *vens&»£ w u r i >x i> J: i ^fc*3ig 

jus, ra ;US. fflf5t^*7Ji/#~;uS> ^^/<*-f^ 
^^n^^e^ou^ r y-;i/x;u*x;i/g 4 tji> 

^{jgcc i ~~zm<Dm$m*misX^xb&{,K 

§(01 -*^Jk x?-;k yub'Jk ^y7*Pt';k y 
^;k -fyy^Jk sec- y^;k^>^k ^y^> 
^Jk ^*^&<Jf). c,_,7;i/^x;i,g(t^ fc'x 
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;k ry;k 2 -y^x;k yjk 3-y^x 

Jk 2-^>r*x;k 4 -*<>'f fc x;k 5 -^3r-fexjU 
&£)> C,..T^*xjUS(R x^x;k yp^VH* 
;k 2-y^>- 1 - -Ok 3-y^>-2--Ok 1 
-'O^jU- 3 --Ok 3 — :>^-;b- 1 - -Ok 4- 
*O^JU-2--Ok 3-^V>- 1 --OI>tt£). 

^;k >^a<~<>^;k v'^n^s^^ju^i'), C j . 6 >' 

10 x;k >>?a-^-fex;k i/^D^t*/x^ 
<5f). C ( . 19 7U^H(R y*x;k ^y^ju^c 

^e^C-.r^+^r s yS(R 
7^. iW7^ >\ Yy^af;l/7$y^i'), V> 

ysstezy Tisb\ xhn, Apy>(p5, y 

3^jRtti*) k tKo*'>;k C^TJUn 

^+->»(R yxx^+^>, ^y^;i/**->fei*), C 
i.»Til/*ib***c«. x^;l/^* % y*n 

U-;U^^^^;l/#x;US(R y x y 4=^*7 JU#.=. 

;k l -^y^^*^*;i/#^;k 2-^y^;^+ 
^>^7 ;l/#x ii/ft ^;l/*f + - C . . 4 T rt> 3 + ^>S 
m. *mwh+k 2-*;u^+->xh^^cC 

ypt't-^k >fy^Pft^k y^ 1 ;;!/, ^>£y 
30 ^ju, -^+lfy C 7 _ tl 7n>oug(Bl 
y-YJk l-t7h^;k 2-^y h-OiteZ^ C 

1 -1rv ^;UXJU^x;k 2 -^-y^JUX;U^x;U^ 
i')> Cx^T^U^r^^^Uy ^ x;i/S(pH, y^;U^;Uy 
^x;l/ t x^;l/^;Uy ^x;u^<b'X C.. ia T y -il/>^ 
;uy ^>-fe*>^^y ^x;u % l-^-y^ 1 

2 -^-y ^;ux;uy ^ x;u^r<b') x c 
»- t T^*JU*JU*— JHt(W. ^^;l/^^l/^x;u v x^ 1 
^ju^xi^i*), ^ajR^cW. B^. 
40 ^<b')^1^4fB^tf5$/c«6S1S^S(WI. 2-y 

»;;u. 2-fx^k 4->^ry , ;ju, 

;k i ,3 ,4-^rs?r!/-ju-2--f 

;k 1 -y^U-5-^F-7!/i;;Ufe<!:), ^nJS^ 

mm. H«t^i')^i-4<i^5^/c«6 

xn^x;u, ^yxn^x;u^ci') 4 ^fPSf 
CR EMR. 5SSI^i')^l-4fi^tf5^/c«6 

sifi^s^^ScR 4-* 2 -try ay 

^l/^^-. 1 ,3,4-^7^-^-2-^^^ 1 
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m&m9-*&(W. 2 — c>'/*T»/y**j|\ 8- + 

*<omsm* 1 1 bicsmmgmm [«. ea y >>> - 

- -Ok 4->f;Uft7^>-l--/Jl/. 4-7*- 

l --OUfct'CDJ:^ MIR^(Df6«: 10 

LX^Xiy^K 

[0020] $fc. R\ R'ZfcltR'XnkSinZ^tl 

m2tiz>*ti?tim&m&mLx\.>x b^imTJV* 
3 ft z> -eft -eftS£S£*r i/-c t, >r *> j; i ^fbk^Sfc 

3K*iU*f-;bS, ijJl/^'iilS. ?*U>\>j<*:4 )\, 

;Ug. 7A3+ jK-^uS$ /c«T y - 

^Itt«cffi««: 1 - 3 fl»ftS«tt(/Cl*-c 
C002 1 ] Saft8il/T»mfcC4*C,.,7 

i .r>i'07Ji'=t : ^l, C J .,i'i'n7W^iH 1 C 30 

,.,,7'J-JH. 7 5^1. t/'C,.,7A'+^75>' 

S. ^C,.,rji/+;ur 5 -'S. 7^ Kg. -hai, * 
[0025] m-£s*3k?. it^&ii I )#^Fl*KCl*ttg 
(W. 75A *^(gi»TJl/*;UT5 S. islSMTJV* 
ffi^W«:5S3ftS^iL.-Cffil < ».SCifc-C*S„ £S 

mtoym. mmmtvig.. mmmtom. tzm&ztcu 40 

Ktt7 5 ^KiW^^Ci'^fflt^ftS. Cft<E>©t&g£ 

fa y >. N,N-^>yji-x?-u>yr;>, x$ 
y Gfe&tuximx.ixifm. &m, mj so 
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[0022] X-T7n^n^*^>^-T^^> < !:Ur 

^*>, *cuu-r kh^^>, i/>bn* 

[002 3] ^b^B9( I )tt^Frt«C^af+**fe'6** 

[0 02 4] 
[<fc2] 

(i )cog^S4i©r s ^S. ^^ffl7^^7^ 
[0026] j/c (t^c I )^^rt«r.^<gar;u+ 



(6) 



R^^cR-CR'^NCO^R'RV N* R s R' R 7 • X", 
S(0)nR 5 £/cttS*R'R* • X-^^CiWjSl 
<. iOfcttS-R'R* • X-rR s **cfcOT § #«ffc** 

iOTO$/c«NHW$U< t R , <blT2->W 

- 1 -^u^r.;Hft«»iO< % R 4 <hUTg^S*Wr 10 

[0 02 7] —HW(I)-C«StlS{fc^«|*A:tt*©«[ 
677^'j> (f umagi 1 1 i n)<D»D*# 
flSS^^^^O— ^U(funagino1)[^— — • 
xX(Tarbe11. D. S. )6, 7 M 

>r*ij)\s VtMxrw (J . Am. Chem. So 
c ) 83 , 30 96(1 9 6 l)]^?5l<!:Lti^ 

«fc RtfH4HttMt*3 5 9,036 

* B»H«VlFtUJHS 357,06 1^ RfflttftltUlll 20 
354 ,7 8 7-^ftf«:#i|BK:iBKStir^*. COS 
«tfk£«J(I)<D#* LC^©<bUm «f6C % 6-0- 
(N-^Dar-b^;M^>fJl')77^D-;k 6 a 
-(N '-^aDTt^l/-) U-/ F)- 6 -fv+y77 
*a-;k 4-(N-^aD7-b^Jl/A^-{W+ * 

' CH 2 0R n N 
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« 2-(l ,2 -i*3^>- 1 ,5-^^;U-4 — 
•fe^il,)- 1 - (1 ,3 -*?fc F^W^^xy- 

[0 02 8] W^JEIWtt/Ctt. 2>7*'<A, n^-fe? 

tt. S";-fe:*:7Jl/b>. ^ [J. Antibio 
tics, 38 ,87 7-8 85(1 9 85)L V)W1-V— 

)\^imtfhti*> 0 tngmmtoxiz. 

D7^U-h, AL-294 [Chen. Pharm. Bui 
1., 38, 2792-2796 (1990) ] 

tfe>ft£ 0 S87K®14^o-e(Dfte<3[)^<5:Lr«, en* 
->^A. jr-fr-feu>. t/ji^r**. y^ho-;b 

[0 02 9 3 *ffil8rfflt^S^^D'7 s *^ b >J>&»6 

-l 2«©y;U3-x*tt*6tt*«tt*i;=f»*5J:y 

^oy;Ur3^^cr)2 ,3 ,6fil:©*WICD— »**C*tt"T 

(«tc vd <t bsiet * c t i>$> & t u 

[0030] 
Mfc3] 



cm 



[0 03 1 ] x«6-l 2£«J£lT&g£$C*, R 

9 , R ,D fe<tVR 1 M*fl^©«l0iiO#ffli*i-CBI— */c 

t*aa^r. «e*ve*i*5R % tju^us. ^bpot 

*tf6tl. <fc9ftf*Wectta-CyDCx=6). 0-Cy 
D(x=7) v r-CvD(x=8). £-CyD(x=9)*?:te 
J: Cf C tl h <DikW&<D x - ^ Jl/R3»*r* 5 . 
[003 2] R 9 -R n -C^3tlS7;^;Hi It 

FP+W^-Jk 2-bKo*'>x^k 2-bFa* 

^tKD^i/7;l/*JHil/ttt, W&«^b Fn*^ 
-rf^Jk 2 ,2 -S>b FD + vi^k i/tFP*^ 
afcrjUV0i?b Fn**>-C 1 .-,r^*it«3W. 



[0033] cn6^>^pf+x h i«Brt 

40 ntfflt^ns. <h9*>tt^b FP+^^Pb'i^l 

tar** b y >©«ffl«««Mc«ttJ»»cc»Lr*^ 
tfc-C 1 - 5 (S*W»* bin 1.2-2.5 AS* J: 

^ ;u r ;i> j - <fc 3 ttt&* <t T S <Mffi * 

Lin a*r*^iLr»atts*a». **^««bek 
so $mt>m%v$>& 9 
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[0034] *!^-CfflC>6n**ig14W«8J«i IT * J&tca^^SqJCffll^tiSSKB. £5£<tai 

«4>£Wi<h'«F£t,l>**. *^©ttj^igjttj-C«^«: (dOUri-;*. h-.il/. ■{ s~>h-Jl>mvwmL 

»gtx. «tD»*L<»jo.i-5%T*»). sew: ^-€-©*ta^«c»urw^iea*. &mmwmtb 

<fc9»£0<tt0.5~3%©S6fflr**„ ffiWfBSKU TPKl*9, ST. 8SSrt. &Sl>«l®S3?©?iii 

•jmizn<. *Kmm?zmm£<Dim-cm7mnm®) 10 «. *. eis. i^©ttis^sii*-5cHj^s 

-;u©tefc. j*)\,T)\>zi->\,. -rv^atvu [ o 0 3 7 ] #^©t»*{iffiStt-c^c»SISf^ffl«rjn 

75 Fg«tf*^frM&tt£lTffil>&tlS. Cft6 ^. -B^D*^©»**iiSl .0rag-5.0q. » 

o®mzm^tcm£&mmicmm-inmtem$-cic-[-ftic &u<it5 om<r-2 .ogfcaws^-r-s. 

S*Tn«aS*SSiLrffifflTiC<hfc-r^S. 36 [0 03 8] 

[oo35] *mi<D®j&®i<DMj&i>mt. m*tmm **>©-*?«#<,>. 

(1 0~3 5'C)t. fcCX 6 0'C£ VtcmULT 6-0-(N-i'nP7t^;l'*;W<t^;U)7v^a- 

ig&rTS., fi^Bf S&&©S{i&^J 1 ptcMlT, il (OT. {fc£«JA£»,»5.) 1 0 0 mg^x^jUTrto 

^1 0~80m1. jfiF$t/<K20~40mTC&S. — -;U4m"IK:fgft?U C©^jgittSlKC-7;U h (3 - 

i^Pir+^h V >£**/cW3g»5?£CCj$8?-f3„ V*Pf r *;*h , ;>CG J £CD)©7 2 6nKjtft£*JA: 

msmtLxit. mz-isuw-imffim. g,/scd= 1 ^c^mo)**! smitcigssLfc. j- 

<t-#w6ns. fiwrs*s/c«igg5St©fi ^;ur^=j-^^s«:*^s*»t^T«iS}jnzi^t//c a m 
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